Abstract: Aurones (Benzylidenebenzofuran-3(2//)-one) are naturally occurring compounds, which are isomers of the well known flavones. Like flavones, ring A dioxygenated aurones especially on 4 and 6 positions are frequently found in nature and this substitution pattern is surely responsible for aurones bioactivity. In the present communication, we report the synthesis of ring A-oxygenated 1-azaaurones. These molecules adopt conformations very close to aurones and the presence of the nitrogen can allow derivitization for SAR studies and also making ammonium salts, suitable for the molecule hydrosolubility. The synthesis of 4,6-dimethoxy-l-azaaurones was achieved by condensation of a benzaldehyde derivative with l-acetyl-4,6-dimethoxy-2,3-dihydro-l//-indole-3-one. The latter was prepared in three steps starting from 3,5-dimethoxyaniline and chloroacetonitrile. If the benzaldehyde derivative is appropriately chosen, the method can allow the preparation of a large number of azaaurones.
Introduction
Aurones are secondary metabolites belonging to the flavonoid family of naturally occurring compounds (1) . In the plant arena, these 2-phenylidenebenzofuranone which are structurally isomeric of flavones contribute to plants color. The biological activities of flavones are well investigated. In particular, ring A methoxylated or hydroxylated flavones are of current interest (2) (3) (4) . Compared to flavones, aurones still poorly investigated as therapeutics (5-7). Our interest in the biological properties of ring-Α methoxylated and/or hydroxylated flavonoids prompted us to investigate the synthesis of 4,6-oxygenated aurones and their 1-azaanalogs (azaaurones) (8) . The latter are structurally similar to the naturally occurring aurones and in addition, they also have an available nitrogen for further extension and for branching different substituents that may give rise to beneficial interactions with the biological active site. Therefore, the search for an approach toward 4,6-dimethoxy-l-azaaurones was undertaken in the framework of a project related to the synthesis of biologically active flavonoid analogs (9) (10) (11) . The literature survey indicated that only simple azaaurones (unsubstituted or monosubstituted on the Α-ring) have been investigated (12) . Owing to the important role played by the simultaneous presence of hydroxyl or methoxy groups on 5 and 7 positions, we report herein a simple method for preparation of 4,6-dimethoxyazaaurones.
Results and Discussion:
Azaaurones were prepared from l-acetyl-4,6-dimethoxy-2,3-dihydro-l//-indole 2 by base-catalyzed condensation with a benzaldehyde derivative. Oxindole 2 was prepared starting from 3,5-dimethoxyaniline and chloroacetonitrile (Scheme 1). A short method for the synthesis of 4.6-dimethoxy-l-azuaurones azaaurones which can be used as analogs of aurones, especially in studying aurones structureactivity relationship.
